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REVISED CLAIMS 

1. A compound of formula (1): 



wherein : 

Li is hydrogen or methyl; 

Ri and Ri and R3 are each independently hydrogen, halo, nitro, cyano^ carfoamoyl, 
^-(Ci-4alkyi)cari)amoyl, iIN;-{diCMalkyl)carbamoyi or Ci^ialkoxycarbonjd; 

R4 is indole, H^CCm alkyl) indole, Cs-Tcarbocyclic ring or aryl, any of which can be 
optionally substituted on ring carbon atoms with up to three substituents each 
independently selected from halo, Ci^dSkyl, or C^alkoxy; 

R5 is hydrogCT, Ci,4alkyl, R45CH2-" or R6C(0>-; 

R^ is aryl^ heteroaiyl, heterocyclyl, aminoCa-^alkyl, N-(C walkyl)aniinoCMall(yl, 
NN-<diCi-4all<5d)arainoC3-«alkyl> orR?; wherdin the aryl, heteroaryl or 
heterocyclyl rings may be optionaUy substituted with up to three substituents 
independently selected from nitro, Ci^alkyL, Ci-^alkoxy, halo, (CMallQrl)sul£anyl, 
Ci^ alkoxycarbonyl, H-(Ci-4 alkyl)caibamoyl, NH-(diCi^ alkyl)carbamoyI, 
N'(Ci^ alkyl)amino or NN-(diCi^ alkyl)amino; 




n 



formula (1) 
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wherein R? is either a group of formula (2) of formula (3): 



MA 




Fonnula (2) 




Fonnula (3) 



wherdn: 

L2, L3 and L4 are each independently hydrogen or methyl; 

is anuno» guanadino, inddazolo, any of whidi can be mono or di-N-substituted 
with Cx-ialkyl; 

Ai is oxygen or a direct bond; 

is a Cs^ membered mono-carbocyclic ring, a Q-io membered bi-carbocyclic rin^ 

Cs-12 membered tri-cacbocyc&c ring, Cs-valkyl or aryl, any of whidh can be 

optionally mono, bi or tri substituted by Ci^ alkyl; 

Rio is Ci^alkyl or a Cs-smono-caibocyclic ring; 

Rii is hydrogen, halo, Ci^alkyl, or CMalkoxy; 

R12 b hydrogen or methyl or ethyl or R« together with Lz forms a Cs.7 nitrogen- 
containing heterocyclic ring; 

Ri3 is hydrogen or methyl ethyl or Rij together with L4 fonns a Cs.? nitrog^- 
containing heterocyclic ring; 

n is 0, 1 or 2; 

p is 0, 1 or 2; 

q is an integer from 1 to 6 

risO, I or 2; 

s is 0, 1 or 2; 
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3 



R 4. 



5, 



provided that when lU is aryl, heteroaiyl, heterocyclyl^ aniinoC3^alkyl, 
>J-(CMalkyl)ainmoC3^allqrl orNN-(diCMalkyl)ammoCMalkyl theaRs is other than 
R6CH2— ; and when Ri to R3 are each hydrogen, Li is hydrogen, n isl, R4 is phenyl, R5 
is R^C(0)-*, then cannot be 2-methyl-4-aimno-bmyl, 

and excluding (S>4-chloro-N-[l'(lH-indol-3-ylmethyI)-2*oxo-2-(4-phenyI-l- 
piperazinyl)ethyl]-N-methyl-benzaniide; 

or a pharmaceutically acceptable $alt» prodrug or solvate thereof. 

A compound according to claim 1 wherein Rs is hydrogen. 

A compound according to claim 2 wherein Ki is hydrogen; R2 is nitro; R3 is hydrogen; 
n is 1; R4 is indole^ N-(Ci^ alkyl)indole, cycloheTQr] or phenyl any of which can be 
optionally substituted on ring caibon atoms with up to three substituents each 
independently selected from halo, Ci^allgd, or Ci^^alkoxy, Li is l^drogen and Rs is 
hydrogen, 

A compoimd according to claim 1 wherein Rs is R^(0) — ; R^ is aryl, heteroaiyl, 
heterocyclyl, aminoCsHsalkyl, N-(Ci.4allcyl)aniinoC3-6alkyl, or 

>IH-<<iiCi^alkyl)aminoC3.6alkyl, wherem the aiyl, heteroaryl or heterocyclyl rings can 
be optionally substituted on ring carbon atoms with up to three substituents each 
independently selected from nitro, halo, Ci.4alkyl, or Cwalkoxy. 

A compound according to claim 4 wherein Ri is hydrogen; R2 is nitro; R3 is hydrogen; 
n is 1; Li is hydrog^ and R^ is axyl or heteroaiyl wherein the aryl or heteroaiyl can be 
optioiudly substituted on ring carbon atoms with up to three substituents each 
independently selected from nitro, halo, CMallqi or Ci-»alkoxy. 

A compound according to claim 1 wherein R« is R7. 
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7. A compound according to claim 6 wherein R? is of Foimula (2) 

8. A compound according to claim 7 wher^ Ri is hydrogen; R2 is nitro; R3 is hydrogei^ 
n is 1; Li is hydrogen; L2 is hydrogen or methyl; q is an integer between 2 and 4; R« is 
amino; s is 1 and L3 is hydrogen or methyl. 

9. A compound according to claim 6 wherein R? is of Formula (3). 

10. A compound according to daim 9 i^erean Rj is hydrogen; Ra is nitro; R3 is hydrogen; 
n is 1; s is 1 and Li is hydrogen^ 

11. A compound selected from the following: 

4,5-dimethoxy-2-nitrobenzoyl-Phe(4-a>pipera2ane-4-nitrop^^ 

4,S-dimetho5Qr-2-mtrobenzoyl^NMe-Trp-pipera2ine-4-nitrophenyl; 

4,5Hiimethojcy-2-nitrobOT2oyl-<DXN^-Me)Trp-piperazine-4^^ 

Z-(P)(NMe)Dab-(NMeXD)Phe-(D)T^ 

Z-NMe(D)Lys-l^e(P)Phe-(p)Phe(4-CI>pipe^^ 

cyclohe?Qd-CO-(D)Lys-(D)NMe-Phe-Cha-piperaziQe-4-ni^ 

qrcIoheJiy^(p)Lys-(B)(^Me)Phe-(D)Ph^^^ 

cydohex^-CH2-CD,L)NMe-Phe{CH2NH}(D)Trp-pipera2i^ and 
cyclohexyKD)Lys-(DXNMe)Phe-(P)hPhe-piperazine-4-n^ 
or a pharmaceutically acceptable salt, prodrug or solvate thereof. 



12. A pharmaceutical composition which con^rises a compound according to claims 1 to 
1 1 and a pharmaceutically acceptable carrier. 



13. The use in the treatment of a warm-blooded animal, by therapy, a compound of 
formula (1), or a pharmaceutically acceptable salt, prodrug or solvate thereof 
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The use of a compound of Formula (4) in the manufacture of a medicament for the 
treatment of cancer in a warm-blooded animal. 



wherein : 

Li is hydrogen or methyl; 

Ri and Ri and Ra are each independently hydrogen, halo, nitro, cyano, carbamoyl. 



N-(Ci-«alkyl)carbamoyi, NN-(diCi.dalkyncaibamoyl or Ci.4alkoxycart)onyl; 
R4 is indole, N-(Ciwt alkyl) indole, Cs-7caibooyclic ring or aiyl, any of which can be 



independraitly selected from halo, Ci-talkyl, or Ci^alkoxy; 
Rs is hydrogen, Cwalkyl, R^CHj- or RjC(0)-; 

R< is aiyl, heteroaryl, heterocycls^ anunoC34alM> N-(Ci-»alkyl)aminoC3^alkyl, 
NH-(diCi.4alkyI)aminoC3.<alk3^ or R7; wherein the aiyi, heteroaiyl or 
hetero<qrdyi rings may be optionally substituted with up to three substituents 
independently selected from nitro, Ci-dalkyi, Cualkoxy, halo, (Ci-4alkyl)sulfenyl, 
Cm alkoxycaibonyl, H-(Cm alkyl)caibamoyl, J3M-(diCw alkyl)carbamoyl, 
N-(Cm alkyl)aniino or i4£I-(diCi.4 alkyl)amino; 




formula (4) 



optionally substituted on ring carbon atoms with up to three substituents each 
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wherein: 

L2, L3 and L4 are each independently hydrogen or methyl; 

R« i$ amino, guanacfino, imidazole, any of which can be mono or di-N-substituted 
with Ci.4aUc}d; 

Ai is OJQ^gen or a direct bond; 

is a C5-8 membered mono-carbocyclic ring, a Ce^io mraabered bi-caibocyclic ring, 

Cj.i2 membered tri-carbocydic ring, Cs-yalkyl or aiyl, any of which can be 

optionally mono, bi or tri substituted by alkyl; 

Rio is Ci^alkyl or a CMmono-carbocyclic ring; 

Ru is hydrogen, halo, Ci^alkyl, or CMalkoxy; 

R12 is hydrogen or methyl or ethyl or Kn together with L2 forms a C5-7 nitrogen- 
containing heterocyclic ring; 

Rji3 is hydrogen or metlqrl ethyl or Ria together with L4 forms a C5-7 nitrogen- 
containing heterocycUc ring; 

n is 0, 1 or 2; 

pisO, 1 or 2; 

q is an integer from 1 to 6 

r is 0, 1 or 2; 

s is 0, 1 or 2; 
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provided that when Re is aryl, heteroaryl, heterocydyl, aminoCa^alkyl, 

N-CCMalkyOaminoCg^alkyl or Jii4-(diCMalkyl)anunoC3.«alkyl then Rs is other than 
R^CHj-; or a phaimaceutically acceptable salt, prodrug or solvate thereof 

A method of treating cancers which comprises administering to a warm-blooded animal 
an effective amount of a con^oimd of formula (4). 

A pharmaceutical composition comprising a compound of formula (4), or a 
pharmaceutically acceptable sail, prodrug or solvate thereof, in admixture with a 
pharmaceutically-aoceptable diluent or carrier for the treatment of cancer in a warm- 
blooded animal. 

A process for preparing a compound of the formula (1) or a pharmaceutically 

acceptable salt, prodrug or solvate thereof which process comprises: 
a) reacting a carboxyfic add of Formula (8) or a reactive derivative thereof with a 
piperazine of formula (9) 




Fonmila(8) 



Formula (9) 



wherdn Li, n, R*. Ri-Ra* and Rs' are as hearan above defined. 
To form a compound of Formula (7) 
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Formula (7) 

b) removing any protecting groups, 

c) optionally fomiing a pharmaceutically acceptable sah, prodrug or solvate. 
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